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(54) -YSi'V Cl. 2 -a) KUS»««» 

(57) [4$ttH*<B«£IH] 
[»** 1 1 -*« ( I ) : 



R 2 



(±ffi (I) Stf, Ytt-O-Sfctt 
I 

■t„ AiisS (ii) , (in) *fc» (iv) , 



c I ) 




CIV) 



-l- 



(5£<K nlil~5©lM^U R^tTk^m*, T)V 

-To ) -C3it>$ix5*Sr*-r. 
n^fyH, fc Kndf-^X, TA-a^S'S, 75 7 
77/l'W J f->'S- */W#df-i//US, 7^3* 

A^, 7 A-a TfA-^^J'i, 75 

7A-3-A-7 5 / K* ^7/1/^75 /£, =hnS> 

[1,2- a] tfPi>VWMfc ^W^#JPJfe4 

mm±<ommm 

*mm\*. tawm % w ci, 2- a ] t° y 



R 2 



5 -HT ( 5 - t Kn h V 5 V) tttfiflUB 

■r^t-Mmt. -m^mmm. m%&mm, hx#s* 

*5«fc tWfr£>©K>Jfc, *£&t>*fif»#§© i 5 * 

5. ifi¥,'5-HTWSt^Sr#i-5fl:-&*!iS, fil 

K*f MHft-eife 5 r t p> ^ t ft o t # fc. 
09;U*71? t*v^ D mmZG La>o 5 -HTttfctffiSr 

fxyF- 8 -*<1->\>- 8 -Tif- tr^:? n [3, 2, 1] 
h-3-^/l^*7VW (#MBS61-152628^ 
, iyF-4-75;-5-?DC-2-^ h^f 
-N- (1 -TiFlfi^o- [3,3,1) -7 V-4 — f 
/!/) -^yX7 5 K («fHBB62-270583-^«) 4 if* 

[B^S^ 5 /c &©#&:) 

•o«SR«rfrofci|g*, fy&<D4%trv [1,2- a] t° 
y ^ vR^ici 5 Ffffl© @ n^iritdiis r t srjt,^ 

BP*»**W«)KSH:, -*5£ (I) : 



o 
li 

C~ Y~ A 



C I) 



R 



[5£«K Y(4-0-*fctt 



R 3 
I 

— N — 




N-R 4 




a«S; (11) , (in) (iv) , 



( n ) 

(5£*, nfil~5©g&«r7i*U R 4 «7KilJ!S^ T/W 
jj-o^fvl'S, t Kndri//Vg, 7A-^*v'g, 75 7 



(I) (IV) 



-2- 



ztizjs.ys (1,2- a) vvi»nm#s z<d&h 

&>T*&m*mw+z\c y xxmvjsyy (1.2- 
a] fj^yiwflsij, stiE-asa; (i) T?*t>*n 

So 

5£f\ YIJ-0-*fcll 




(5£f, RttTK^lST-S^iS^^S, ^fvi*, n- 
-N- 

AttSC (II) , (III) (IV) 



N-R 4 





CD) 

R 4 \**mm* ; mm<nR 3 <Dfem-?*-t£ 5 1 ~ 

5 WT^=¥/wS^(OT;w=¥;vS ; <st n f^S, v 

«U ^IXli^AS, ^f-A-S, -O-SMa-Cfc 
5. ) T'^fc^itSS^r^L, R l ; iftfER 3 © 
Sft-c^-r <t 5 ft$3f# l ~ 5 ©7 >u*su&i$e>T;i>* 

; h 1) ; t Kn ; ^ 

7 5 / S^CD^^ 1 ~ 5 tf>7A*A-«-Cg&£;ixfc7 
5 J W§<r>7)V*>V7 % J S ; *J* ^A7 5 / 
fvwr 5 y £> tvwr $ / S^W^^fc 1 ~ 5 o 

TA^Ag^T-g&^ftjtv'TA^A-T $ / S ; ^^v 5 
;H, 7 ; n^Ag3fcD7 7A'3.A& ; ^y-^t^V 



(I) 



(IV) 



R 2 



jtfdfS/A-S; ^ h^TJA-tf-A-S, mb^v'J&AJi^ 
/VS, n-:/n tfAtf^SO&A-jtf^A'S, i-:7°nfc°A 

A-tfrvM fvVS N a: h * Sot/A-sK-A-j* ^A£, n - 

A-**©£**1~5 (TA-a <D7A 
a * V#Atf~AgTg&$;H;fc^i^ 1 ~ 5 OTM 
/vl^©7;i-3 ^i^A^A-TAdrASfc^U 
L<ti, ^Ag. ^a«, h 

jf;^ r/W^dr^S, TA^rAT^/S, 77M;^ 

li^W?/! ; t Kndrv'A 
S ; ; -bnS ; *W7hm ; *?juf-* 

n - 7*f ;Vf-tS§©^iS 1 ~ 5 ©7/1'^ 

WI2<d-^S; (i) -c«te$ih,s**Wfl:^*tt, 0»J 
fctfTB (V) Mt&VoRXf (VI) *ofl:^*fcSr*| 



C-OH 



CV) 



( (v) sw», R^onettWBtiamsr^i-. ) 
ems-cam LfcK&ttssstt. 

H-Y-A (VI) 

( (vi) a*, YRxfiA\mmbmmz*i-o ) x-mt> 



^ ^ v>Ag S fc Hoi h a# = A-St^fe 5 <k&<&>, 
(I) YtfS 



R 3 
I _ 



-3- 



(1-1) (V) &,<D%/l>7$*i//i'&$:fl,tf -%?i<}$ 
*A/£mi*fic*{E9. (vi) *T-|gfc$ixST 

SfiKfcLTtt, ^an^x ^db^ ^ 
■tf^, h/Vacy, fh7tKo77X, N,N— ^y-T-zV 

SJSifiAtt 0 ~200<C, U < ttlO~130'C £>«SH;!>> 
kilffiv KJ&l$M(220#~20B#ffl % »*L<(430^-~ 
lOBSRIfi'jtff ±v\, 

(1~2) (V) 5fc^$ftM:£**;^f l !)A'*n 
9 K> mtfX-'K HtftH^ IlftUy, =JMb 

yv^to ~6o t cr*3o^~ 2 Wfinaafeas bh 

5»^5>r K» jfSUttS^D?^ Kfc (vi) S;t*^ 

•tfy, b/V:x.>\ f h7tKP75y, N, N' 

K*^*tfe>n, jK«*»a-u:tt b y 

v\> £j£i&gti-30~80t;, jf*u<tt, -io~40t<D 
ttffl*»?)3itfn, Rlfl*IIJtt:5l*|l!«T, #£L<i*5 

-ft* (I) «fv Y*S-0--C^$tb5ft^ 

(2-1) (VI) ^-C^$tiST/W3-/u5r, mX\ty- 
b7fc Kn77V^j«ttJ-en-7*^y^!7AtS^$ 

-&/c ►) „ n,n' - >>y f-zvjh/wAT 5; vm^x-r b y 

y^?Aig N t- by ?A&$©7vv#y&jR&t, ±e 
(i-i) x^tz (v) stwKjStefcfcikmRW* 
t *»*it-csis**s r. t idioTSig-rs r. t &x 

m«tLTfi7h7t K077V, >\ N, 

N' -^^f;U*;WA7 5 K^£?£L<, gJC&«10~l 
20 < C-e307>~10^pMaSffx. (i i V \ 

(2-2) ±SE (2-1) -e^fc (VI) #,X7F&ivZ> 
7;\>zi—)\,<F>T^1}9&m&b}L%L (1-2) -Cft^fc 

(v) #X'7F*fiz>tt&®<»n^7 4 v\ #*l<«« 

V, v ? ^-^-y-V^^*L<, S/S:(4-20~50' : C-T?5^ 
M«T\ »*L<»5^~2«rlBe«glS**ix«J: 

iiEWSJSf-?, (VI) S;-C^$Jx5T/V3— /Hfcfc 



C>ttSo (vi) St^$ti57;va-;vtfctt7 

*fc (VI) *"C***T,5^^*i:L"C*<Dl)WBflcSr« 

rco£5s-LT#iba-v5-j|§:S; (i) -c^ftsfbg- 

Km®, mm, y^it* &zvmm, 

^m, m^m, &mts:i?e>G®Mtfmtft>tiz>. 

(i) $ ti6ik£®><Dmmm & % 

/Hf) , Tirb^f (Tirb^) , i-r/HB (ft' 
£AT(ix (I) -C**H«*»W©{l:-&«»Sr«| 

1) 2-><^ — rs^v (i,2-a) ifyi>iy-3 

(3.2.1) ' f/W) 

2) 2-xf;l.-^^/' [1,2-a] fc^y-^V-S 
-*y^>-K (aiVK-8-^^-/U-8-Tift*i/^D 

(3.2.1) h-3-^T/V') 

3) 2 — fy 7*ntr/v — r$^y (1,2- a) try$>" 

V- 3 -7J/W#^gf (^y K- 8 8 -T-^b* 

■>^d (3.2.1) ^"^ h-3-^/U) s.^TA'-WSt^ 

4) ws^y (1,2-3) tr y^y-3-*/psj?^is 

(^VK-8-y^W-8-Tifeiy^n (3.2.1) 

5) 2- by 7nn^f;U->f5y/' (1,2-a) fc° 

y ^v-3-*/^y^ (31^ k- 8 -y ^/w- 8 -r 

iFtfv^n (3.2.1) — T^) s^^v-zU-m. 

mm. 

6) 2,6-'i> 5 yf-/l'-^5^'y' (1,2-a) \f9i»- 

n (3.2.1) h-3 — f/W) 

7) 2 -y fvl^- 6 — T $ 7 — 5 (1,2-a) 

try 3-*;^y|! (ivK-8-^f;u-8- 

Tff^B (3.2.1) ^"^ h-3-> <)V) 3L*r>\>- 

m.m$L 

8) 2-yf-/w— e--bn — r?^y* (1,2-a) 

f y i;y-3-*/V#y» (my K— 8 — y ^-/U- 8 - 
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Tift'i/^n [3.2.1] ir? Y-Z-J fr) ^Xtt/U- 

9) 2-^^-8-/ %fTV [1,2- 

a) try v'y-s-^/w^y^ 

8-7i?t**>? a [3.2.1] h-3-4fr) 

10) 2-^/U-8-^>vvU;*-^>-- r 5 #V [1, 
2-a] t°!J 

A-8-TlFtf^n [3.2.1] ^•^h-3-'f/W) ^ 

11) 2-^f^-6-^nn-^^-/ (1,2-a) 
t°y -J>-3-iJ^>m (^-s y-b-*?-a>- 8- 
Tlft'^n [3.2.1] ^^h-3-^;u) 

12) N- (1 -Tlftfi/^n [2.2.2] 

<4M 2-y-5vW-^ S^y* [1,2-a] lfy^-3 

-*yv*>^5 v-mm. 

13) N— (1 -Tif Visfu [2.2.2] tf*h-3- 
■^/U) —fS*V [1,2-a] t°D ^V-3-*;V#^r 

14) 2-p<?vW— T^yy [1,2-a] fcf 1)^^-3 
-*/W-^>^ (l-Tlff^n [2.2.2] **h-3 

-^yv) ^XT-jv-mm. 

15) N- ( (±) -1-TiffcT^P (3.3.1) -y 
— _ 2 -p(^ — f?y^ [1.2- a) fc° 

y S?^- 3 A-#>f- 5 KHOMI 

$5£©f*il0!|{c:^-f J: 5 IE 5 -HT 

(5-t Kade-^hyy^^v) fir^-efcti, mm 

5dt#-et ft. SfcSfefcSI, «Flcj8if&*K:Haufc(| 
et*3 itWBt"SrKJt-f ft 1>© t ur-HSlWfcttffl-c* 

^fc^^ltlSf&SE^^^ttSo 5-HWStt#J-e*>5 

*i^o-«a (i) -CTFzrLZit&yo&x.xfznm 

it. If Elt LTlS'il^J fcl»©»*L< 

mum. mamm. nm. mn. 
ttmmm. mmomLztv 5 ft. ma^ssmtm 

tvxmmn. &&Ms nmk m 



%<r>mm*i&t+z>. matt. zo#m\c*s^x£< 

m*.ttyvv*imi-hv tJ>&$*tiz 0 &n«aiiE 

it. m?M^^tzitm&.mmm. mm. 

y\ ->n yy°mt.tz\tx. y *i/;i'%mz.£z>mmx»hz> 

i>\ ft t tf2ttfflM£*S fc »3ia ft SEtti- J: $ Sigfl? 
£ft5ft&&£j£&£ LTtlttSftfto r<D£5fc*»l 

\t. mftv>mm\. ^ttfy^fh-^ i/n^y, y 

^/Vstf^rVy^vMrA-a— ^f7!)yg7A5 
= ^ A^*fcHt**ft:AffljfiiSoj: 5 <c«fcJRK±»J, 

±5 4*flSB, 7-^xKi, ffig^iSk Sft^^r 
/w (0iJx(i^ y ir y y©xxf;H , /af^lJa 

isttzm#*Q&z*jmi*mitztiz. turns 
&mzfczxfc&mm®£tiz>fr®fKisixz>o ^ip 

fticas 7/H fc«T y/yW^« L, 

mumi. mmm^maLxhx^ 

*&ma$^xtt. Hfc-jRS; (i) -e^$ix5<t;-g- 
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Mz-ii, ftm60k g roj&AI-#UgqT*&4-1- 

mm BS9#3^{li^fe£0.5~1000mg, 
#£L<iil~100mgT-$>>3, 1 0 |C 1 ~4 [SIC 

L<ttO. l~100mgT*fc 9, 1 B i£ 1 B^^fill- 

*»WOft-&*tt, jyjfc5-HTttt»HSte$:#-t-5«> 

5. 

mmmi 

2-^f;M5^/ (1,2-a) ep-^y-3-*/> 
jtfVgfc (aiV K— 8 - TIP Iff* n (3.2. 

3iV K-8-p«^-/V-8-T1f f^^n [3.2.1] 
^^>-3-^— (hnlfy) 2. OSg^fekx h 7 t 
Fc7 7 V10mH£8Sfl¥U 0 ~10tT'15%- n 

2-^^/w--r$^y* [1,2-a] try^v-3-* 

/W^t? VK2. Og, N, N' yVv^ 5 #-/—!Vl. 21g 

£^iBT~r h?tKa77 V35ml}Ci)Px.fc 0 50^^ 1 1$ 

mmmmwL, K*»fc. h n t° 

V©J>7^A:£**&lq*., 50 < t-?2.5B#IW&/SLfc <> 

^/W5g±T* 3 %-/■;? y -/W^tf 9 o o tf;/Ui>,£^ 
W?£ i: L T 7 n t h ^ 7 7 w --CWWI" S r t fc «fc 0 , 
ifflto*Hfl:-g*#»e>*i,fc (»£87-9i<C) . 

mtfcmz'aii-tz&m^/i'X'mm-fzts o.sig© 
*Hfls£*#»e>*tfc (jK£>300t:) . 

' HNMR (250MHZ,DMS0-d 6 ) 6:9.25 (lH,d) , 7.68 (1 
H,d) » 7.55 (lH,t) , 7.19 (1H, t) , 5.20 (1H, s) , 
3.88 (2H, s) , 2.67~2.23 (llH.m) 

•Y^yy* [1,2-a] try t?>-3 -X/utfywt 



Y-S-tf-fr-Z-TWi/txi [3.2.1] h- 

xyK-8-^f^-8-7f fV^n [3.2.1] * 
* * V- 3 ( h C fcf V) 2. 49g£«7K.7 h7t 

K»77 V25ml(C^ U 5 ~12t;T-15%- n --f*f-)\> 
y + 1> J» v**10. 8ml £}8T Lfco 30^MSa 

^5^^ [1,2-a] t°y v?V-3-77^>-^2.2 
g, N.N' -Xfrtf-^M 5^y-;l-2.68gSrN,N-v ! y 
^*MT5 K50mUcJPx, 60^1? 1 U W 

if-/}) Kfe#fc. hnfyoy ^pAjfiS? 

fc 0 SiS^r y * **yW5g±-C 3 %- ^ ^ 7 -/k^r^tr 
^BB*;i,A|rgti]Ii Lt^n-7h^77>f-T-itli 

t- «t . SHft^2.22g5r#fc (»^295t: 
») ) . 

J H— NMR (250MHz, DMS0-d 6 ) 6:9.26 (lH.d) , 8.37 (1 
H, s) , 7.86 (lH,d) , 7.60 (1H, t) , 7.29 (1H, t) , 
5.22 (1H, s) , 3.90 (2H, s) , 2.70-2.11 (HH,m) 

N- (l-T-ift-v^n [2.2.2] 

— f^y"/ [1,2-a] fy^V-3-* 

2-*f-i\>-<i%#^/ [1,2-a] fyi?V-3-* 
A<#>m. 5gSr^(b^^--/H0iDUc^SiJ^Jp U MUX 
2.5«f|BH*»Lfc. *fls^*^V/Sr«ET-C?e*L, » 

t{Ci!53.28g©2-y^— T [1,2-a] 

[2.2.2] ^-7^V-3-T5^ 
SftSl. 49g, h y 3i^/WT 5 V5. 73ml £ 7 n o*/PA40m 
HCjPx., Tkft, «#TT-2-y^— [1,2- 
a] trys?>-3-*/V/#^»^n9>f KHfi»iS2.0g 
^#^^Px.fc„ 20^«^i&i:L, 2B$F^ft«iLfcmiN 

Fy7AT«uc 0 »«E*e*bfca, «aE^>y* 
y/wog±-e 3 %- y ^ j —fr^stst ci n %m 

*»fc (»/S79~86t) . 

06gSr#fc (a^C290-295t) „ 

1 H— NMR (250MHz DMS0-d 6 ) 6:8.87 (1H, d) , 8.20 

(lH.d) , 7.58 (lH,d) , 7.40 (1H, t) , 7.04 (H, 
t) , 4.36 (lH,m) , 3.66-3.10 (6H, m) , 2.60 (3H, 
s) . 2.28-1.79 (5H,m) 
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mmm4 

N- (l-nffv^n (2.2.2] 
— (S*V (1,2- a) 

■i (1,2- a) t°y V>>- 3-*/W^ygf3.0g 

Sr*JfrTT?*ftf-*=/H2mlkl^«*DPU» N, N— 
fvw*A-A7 5; K«r'>*!lP*.r*a"ei.5l«IWS»L 

S^/ (1,2- a] tfy^-3-*;W#^n7^ 
K-ttBK6#3. 96g#? 5 ttfc„ 

1- T1ft*i/^n (2.2.2] 

gfc£l. 80g, h y xf/vr 5 V5. 66ml n n */WA45m 
lfc»*U UWT-C-f?^ (1,2- a] *9i> 

SD^fc, 30$H*afiiU Hfc4P*WHWI i Lfc«5%- 

fytit^L, MMvmmik&toZ'&tz (&£166-168 

t) „ 

*H^-a*Srl.82g#fc (iBl^290-296 < C) „ 

J H— NMR (250MHz DMS0-d 6 ) 6:9.42 (lH.d) , 9.91 

(lH,d) , 8.68 (lH,s) , 7.75 (lH.d) . 7.48 (1H, 
t) , 7.14 (H,t) , 4.38 (lH.m) , 3.70-160 (llH.m) 

l-ff-tv-J (1,2- a] h'V i?>-3-%A' 

(l-TW*y>?u (2.2.2] JrW-Z-J 

N.N-v'^f/HKMT? F10nliC60%— f V V v J* 
/N-f K?-f Ka«g%ap*. ? HKl-T-tftr^n (2. 
2.2] ■ttf-y-Z-*— /H.30g^*Hl^jDl-5. 30 

7ot;-exK3o#ra, aim. a^Lfco 

2- y-^vU — T 5^1/ (1,2- a] b a U 3-* 
^#Vg?1.5g, N, N' -#A'#=iA'$M' ;H.52g 
SrN, N— i?t f-tVibfrKT % K40ml iC^Px., 65t;T 1 1$ 

Mfttfl-sriKiy^^/y K*#fc. 

fc, ±|B©1 -Tlf tf*>*n (2.2.2] V- 3 - 

h y ^i£^fR£70 < C-ejBT U 5 BSfflJP 

* ffi * : 



»fc£*«rWfc (IK£l20-12rC) „ 

±9, «JH^**1.32g»fc. (B*267 -270*0 . 
1 H— NMR (250MHz DMS0-d 6 ) 6:9.21 (lH,d) , 7.74 

(lH.d) , 7.57 (lH,t) , 7.22 (lH.t) , 5.29 (1H, 
id) , 3.79~3. 16 (7H,m) „ 2.65 (3H, s) , 2.48~1.63 

(5H, m) 

N— ( (±) - l-7fmB (3.3.1) -ZV-4 
-- 1*A0 - 2-*f-)V-4 (1,2- a) tfys?y 

(±) 4-T5/-l-Tift^>^n (3.3.1) -/ 
i-yi. 57g, h y x^yVT 5 ^3. 12ml Srifel'kp* f-uy40m 

it** Lfc. mmw 3 (Dzmcu^ 2 - y ^ 

(1,2- a) tf!JS?^-3-*A'#>«^P9 
KHMMtt2.35g*, *ftTT'&* iCiPX-fco 50#& 

fc„ r©fe B B B £7ki^?U lN-fclMfr*- h !> 

flS^**»fc («^154-156 < C) o 
66g£#fc (B1^;>300 < C) o 

^-NMR (250MHz, CD 3 0D) 6:8.83 (lH,d) ,7.45 (1H, 
d) , 7.37 (lH,t) , 6.95 (lH.t) , 4.50 (lH,m) , 3.6 
0-3.40 (6H,m) ,2.58 (3H, s) , 2.44-1.70 (7H,m) 

vmm 

7*"y ' s<"//V Y —Y y v i/a- (von Bezld— Jarish) 

*7yh (250~300g) Sr^W^V (1.5g/kg, ffiE 
ft) ti9*»U 4>«Hi9'L'««**riaftLfc. * 
1*, SS40 5-HT (a^4-6tfg/kg) Sr#MrtS8S 

Ki5»-^u 'C.«««©*fbSraiieLfc (a) . mc 

<k&®&#mft®*L, »v^5-HTR»KlSSrieiS 
-S\ Htfif»*»©^lsSr»ISbt (B) o iixib©ffi 

B ^ 

= C / - - ) x / 0 0 
A 
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* 1 







mm i 


100% 


3 


100% 



(si) int. ci. 6 ftButB* frftmmm^ fi mm^mrn 

A6 1K 31/435 AEN A6 1K 31/435 AEN 



(72) law* \um ®* 

#*JI|JH«»r1«K»i6EB>iri000»» 



(72)3PJ# Bgj£ 

#5&;i|*«ftffi»KI**EW1000#» 



